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I General
All melting points were determined on a Yanaco MP melting point apparatus and are uncorrected.
Infrared spectra were recorded on a Horiba FT-710 model spectrophotometer. 1 H and 13 C NMR spectral data were obtained with a Bruker 600 AVANCE, a JEOL JNM-LA 500, a Bruker BioSpin AVANCE DPX-400 or a JEOL JNM-AL 300 instrument. Chemical shifts ( ) are quoted in ppm using tetramethylsilane (TMS, = 0) as the reference for 1 H NMR spectroscopy, and CDCl 3 ( = 77.0) for 13 C NMR spectroscopy. Mass spectra were measured on a Bruker Daltonics microTOF-NR-focus spectrometer.
II Preparation of Iminophosphorane 1
A solution of triphenylphosphine (1.21 g, 4.61 mmol) in dichloromethane (5 mL) was dropwise added to a solution of ethyl 2-azidobenzoate (0.884 g, 4.62 mmol) in dichloromethane (10 mL) at 0 °C with stirring under an argon atmosphere. The reaction mixture was warmed slowly to rt with stirring for 4 h (checked by TLC). The solvent was removed in vacuo. The residue was dissolved into a small amount of dry chloroform and then hexane was added to the solution to afford iminophosphorane 1 as colorless needles (1.77 g, 90%). 
III A Typical Procedure for the Synthesis of 2,3-Disubstituted Quinazolin-4(3H)-ones 4
Phenyl isocyanate (2a) (0.055 mL, 0.508 mmol, 1.1 equiv) was added to a solution of iminophosphorane 1 (197.8 mg, 0.465 mmol) in dry dichloromethane (4 mL) at 0 °C with stirring. The reaction mixture was warmed to rt with stirring for 5 h and then concentrated by evaporation. The oily residue was triturated by adding hexane and the resulting solid of triphenylphosphine oxide was removed by filtration. After evaporation of the filtrate, resulting carbodiimide 3a was dissolved in THF (4 mL) and cooled to -78 °C.
A THF solution of phenyl magnesium bromide (1.08 M, 0.47 mL, 0.507 mmol, 1.1 equiv) was dropwise added at -78 °C with stirring and the mixture was warmed to rt with stirring for 3 h (check by TLC). The reaction was quenched by adding saturated aq. NH 4 Cl (6 mL), and the reaction mixture was extracted with EtOAc (3 x 15 mL), washed with saturated aq. NaCl (10 mL), dried (Na 2 SO 4 ), concentrated in vacuo, and purified by silica gel column chromatography (hexane/EtOAc = 4:1) and crystallization to afford quinazolinone 4l as colorless crystals (133 mg, 96% yield), mp 158-159 °C (Lit: 158-159 2) ).
Physical and Spectral Data of Compounds 4
N N O 2-Methyl-3-pheylquinazolin-4(3H)-one (4a). 3, 4, 7, 9) Colorless crystals, mp 146. 
3-Benzyl-2-Methylquinazolin-4(3H)-one (4f).
3)
Colorless solid, mp > 200 °C (Lit 
2-Ethyl-3-pheylquinazolin-4(3H)-one (4g).
9)
Colorless crystals, mp 121.8-123.9 °C (Lit: 124- 125 9) ); 1 H-NMR (500.00 MHz, CDCl 3 ) 1.22 (t, J = 7. 
2-Ethyl-3-(4-tolyl)quinazolin-4(3H)-one (4h).
Colorless crystals, mp 160.8-162.4 °C (Lit 
3-Benzyl-2-ethylquinazolin-4(3H)-one (4k).
5)
Colorless crystals, mp 112.7-114. , 157-159 3) , 158-158.5 6) , 
3-(4-Methoxybenzyl)-2-phenylquinazolin-4(3H)-one (4o).
2-Phenyl-3-propyl-quinazolin-4(3H)-one (4p).
7)
Colorless crystals, mp 97.6-99.7 °C (Lit 
3-Benzyl-2-phenylquinazolin-4(3H)-one (4q).
5)
Colorless needles, mp 144.9-146.4 °C (Lit 
2-Cyclohexyl-3-pheylquinazolin-4(3H)-one (4r).
Colorless crystals, mp 139.6-141. 
2-Cyclohexyl-3-(4-tolyl)quinazolin-4(3H)-one (4s).
Colorless crystals, mp 143.6-145. 
2-Butyl-3-(4-chlorophenyl)quinazolin-4(3H)-one (4C).
Colorless crystals, mp 96.5-97. 
